5. (Twice Amended) A metalloproteinase inhibitor which comprises 
an effective amount of at least a member selected from the group 
consisting of a compound of the formula (I) : 



Co 




(I) 



1 9 

Wherein R to R , all have the same meanings as defined in claim 
^ ^ - ^ P^^^"^^<^Q^ t i cal ly acceptable salt or solvate thereof. 



-5 



8, (Twice Amended) A method of prophylactically and/or 
therapeutically treating diseases and/or disorders associated with 
tissue degradation comprising administering an effective amount of 
the compound according to claim 16. 



12. (Twice Amended) A cWipound having the following formula 



(VI) 




defined in claim 16, 



2 



11 , . 3 
R has fthe same meaning as defined for R , or is selected 

from the group\ consisting of protected hydroxy,; protected 

guanido-substitWed phenyl-lower (C^-C^) alkyl, protected 

amino-substituteti phenyl-lower (C -C ) alkyl, nitro-substituted 

V 14 
phenyl-lower (C -G^^) alkyl, protected amino-subs tituted (C -C ) 

Y 16 
alkyl , nitro-substitu 

substituted phenyl-; 



ted (C^-C^) alkyl, protected carboxy- 
r ^^^"^4^ alkyl, protected hydroxy- 



E^owe 



substituted phenyl-l^iwer (C^-C^) alkyl, protected guanido- 

substituted lower (C^\c^) alkyl-substituted phenyl-lower 

alkyl, protected amino-substituted lower (C -C ) alkyl- 
^ \ 14 

substituted phenyl-loweA (C^-C^ ) alkyl, protected hydroxy- 

substituted lower (C 



iWlkyT^substituted phenyl-lower 
:ted carboxy-si 

alkyl-substituted fohenyl-loWr (C^-C^)) alkyl, protected hydroxy- 



(C^"C^) alkyl, prot/ct 



containing (C^-Cgjf straight Vhain or branched alkyl, and 

cyano-substituted phenyl-loweV (C -C ) alkyl; 

12 ^ 1 \ 4 

R has the same meaning as defined for R 



protected hydroxy-^^substituted (\: -C ) alkyl; 

, \ V ^ 5 

R has the saq|Te meaning as\ defined for R 

from the group consisting of promoted carbox^ 



or IS 

or .is selected 
Dstituted 



stituted lower {C -C ) 

1 4 



lower (C^-C^) alkyl, protect ed hyd ^rox 

alkyl , protected bis { phosphono ) hydrvoxymethyl -substituted 

alkyl, and a protected nitnogen-containing 

heterocyclic group; and \ 

14 \ 9 . 

R has the same meaning as defined for R , or is selected 

from the group consisting of protected\amino, protected 

hydroxy, and a group of the formula: -X^E or -X-A-E 

wherein X and A, both have the same\ meanings as given 

above, and E is selected from the group consisting of 

nitro, cyano, amino, carboxyl, (C^"c\^) hydroxyalkyl , 

protected amino, protected guanido, pr^otected amidino, 

protected acylimidoyl, protected benzimidoyl, protected 

bis ( phosphono )methyl, protected bis ( phosphon\)hydroxymethyl , 
and protected (C^-C^^) alkyl-substituted imidazol-S-yl. 

3 \ 

\ 



or a salt thereof. 



13. (Twice Maended) A compound having the following formula (IV) : 



10 . 

R IS selected from 
or optionally substitute^a 




R^^02C 




, . 6 8 \ 

wherein R to R , all Have the same meanings as defined in claim 16, 



roup c^asisti 
, unsubstrtlit 



group c^a^isting of unsubstituted 

ted or optionally 
Boxy -pro tec ting group; 



substituted aralkyl, as 

11 / \ 3 

R has the same [meaning as\ defined for R , or is selected 



from the group consist 
guanido-substituted ph 



mg of protected hydroxy, protected 
^ itenyl-lower (Yj,"^^) alkyl, protected 
amino-substituted phen^^^l -lower (C^\cj alkyl, nitro-substituted 



phenyl-lower (C^-C^) allwl, protected amino-substituted (C^-Cg 

alkyl, nitro-substituted\c -C^) alkyl, protected carboxy- 
....... , , ^ \ 



substituted phenyl-lower (C^-C^) alkyl, protect 



, --^ ydroxy- 

substituted phenyl-lower ( C^-cY)^Ii^¥^l4r^ptot^cted guanido- 
substituted lower (C^-C^) alkyl-substituted phenyl-lower 



(C^-C^) alkyl, protected amino-substituted lower (C^-C^) alkyl- 
substituted phenyl-lower (^^-C^) alkyl, protected hydroxy- 
substituted lower (C^-C^) alkyl-substitute^d phenyl-lower 

(C -G ) alkyl, protected carboxy-substituted lower (C -C ) 
i ^' \ 1 4 

alkyl-substituted phenyl-lower (C^-C^) alkyl^, protected hydroxy- 

containing (C -C ) straight chain or branched alkyl, and 

18- \ 

cyano-substituted phenyl-lower (C -C ) alkyl;\ 

12 ^ \4 
R has the same meaning as defined for R\ , or is 

protected hydroxy-substituted (C -C ) alkyl; \ 

1 8 \ 



bis (phosphono) methyl, protected bis (phosphono )hydroxymethy 1 , 
and protected (C^-CV ) alkyl-substituted imidazol-S-yL 



13 

R has the same meting as defined for r"*, or is selected 
from the group consisting >of protected carboxy-substituted 
lower (C^-C^) alkyl, protected h^^r^subs tituted lower (C -C 
alkyl, protected bis (pjn^hoi^jhydroxyl^tjhyl -substituted ^ 

alkyl, and a/protectek nitrogen-containing 
heterocyclic group; 



14 



has the same 



meaning as defined for R , or is selected 

amino, protected 



:tee 



from the group consisting of protec 

hydroxy, and a group oV the formula: -V-E or -X-A-E 

wherein X and A, bWh have the sam\ meanings as given 
above, and E is selected from the g^up consi5.t-ing of 



nitro, cyano, amino, carboxyl, ( C^-CAj^-ydroxyalkyl , 
protected amino, protect^d-gAia^^iti^^tected amidino, 
protected acylimidoyl, protected benzin^idoyl , protected 



or a salt thereof. 



Please add the following new claims: 



16V A compound having the following formula (I) 



R^O 



R3 



O 



R 




N 



^r' 



(I) 



1 2 6 7 8 \ 

wherein R , R , R , R and R are \ach hydrogen, 



1) R^ is (C^-Cg) alkyl, 



R 



R 



® 
® 

® 

© 



ron\ the following 
Lno and B is 



is (C^-Cg) alkyl, 

is (C -C ) alkyl, 
1 4 

is -X-y, and Y is -A-B or -B, 
wherein X, Y, A and B are selected f 
combinations : 

amidino; 

X is (C -C.) alkylene, Y is -B and B is amin> 
16 

X is phenylene, Y is -A-B, A is lower 
alkylene-imino and D is lower (C^-C^) acylimidoVl; 

X is (C -C.) alkylene; Y is ^A-B, A is imino and^ is 

16 . ^ 

selected from the group consisting of lower (C^-C^ 

acylimidoyl and benzimidoyl; 

X is phenylene, Y is -A-B, A is lower (C^-C^) alkyl 

and B is amino; and 
X is phenylene, Y is -A-B, A is imino and B is selected 
from the group consisting of tetra-lower (C^-C^) alkyl 
bis (phosphono) methyl and tri-lower (C^-C^) alkyl 



bis (phosphono) methyl ; 



2) 



3^ 




3) 



R\ is (C^-Cg) alkyl, 
R- Xs (C^-Cg) alkyl, 

isVydroxy-substituted (C^-C^) alkyl or a nitrogen- 
containing heterocyclic radical, 
is -X-\, and Y is -A-B, 

whereinV is (C -C.) alkylene, 
\ Id 
A\is imino and 

B aSp lower (C -Cj acylimidoyl ; 
1 4 



R is (C^-Cg) alkyi, 

R^ is iC^-C^) alkyl\ 

® R^ is (C3-C^) cyd^oalkyl 

R^ is -X-Y, and Y -B, 

wherein X is (C,Ac^) alkylene and 

1 \ D 

B is aminos or 

(D R^ is a nitrogen-contaVing heterocyclic radical, 
9 

R is -X-Y, and Y is -k-^, 
wherein X is phenylene\ 

A is lower (C^-G^J alkylene-imino and 

B is lower (C -c\) acylimidoyl; 
1 4> 



4) R is (C^-Cg) alkyl, 

'■■'■r'* is (Cg-Cg) alkyl, 

5-. 



R is carboxy-substituted lower (C^-C^)\ alkyl, di-lower 

(C -C ) alkylamino-substituted lower \c -C ) alkyl or 

1 4 ^ 
hydroxy-substituted (C^-C^) alkyl, and 

9 . 

R IS -X-Y, 

wherein X is phenylene and 



y is -A-B, 

wherein A and B are selected from the following 

. combinations: 

® A is lower (C^-C^) alkylene-imino and - 

B is lower (C -Cj acylimidoyl; and 
1 4 

A is lower (C -C ) alkylene and 
1 4 

B is amino; 



R is (C^-Cg) alk 



R is (C^-Cg) alkyi; 



® 



® 




when R is hydroxV-substituted (C^-C^) alkyl, 
9 . 

R is -X-Y, 

wherein X is ph^ylene and 
Y is -A-By, 
wherein 
A is 



(C -C ) alkylene-imino and 
1 4 



B is lo\er (C -C ) acylimidoyl; or 
^ 14 



when R is lower (C -C ) alft^l, 

14 ^ 

R^ is -X-Y, 

wherein X is (C^-C^) alkylN 



and 



Y is -A-B, 

wherein A is imino\and 
B is amidinov; 



R^ is phenyl-lower (C^-C^) alkyl, 
r"* "is (Cg-Cg) alkyl, 

® R^is lower (C^-C^) alkyl, 
9 

R is -X-Y, and Y is -A-B, 
wherein X is phenylene and 



A is lower (C^-C^) alkylene and 
B is amino; or 



r 



is di-lower (C -C ) alkylamino-substituted lower 
1 4 



C^-C^) alkyl, hydroxy-substituted (C^-C^) alkyl or 



spwer (C -C ) alkyl, 
14 



IS 



rX-y, and Y is -A-B, 



wher^n X is (C -C,) alkylene and 

1 D 

A is imino and 

is lower (C^-C^) acylimidoyl; 

7) R- is nitrogen-confining heterocyclic radical-substituted 

lower (C -C ) alkVl , carboxy-substituted phenyl-lower 

1 4 \ 

(C -C ) alkyl, ami\o-substituted lower (C -C^) alkyl- 

14 \ 
substituted phenyl- rower (C^-C^) alkyl, 

hydroxy-substituted pWenyl-lower (C^-C^) alkyl, 
lower (C -C ) alkoxycaWnyl-substituted phenyl-lower 
(C -C ) alkyl, oxygen-cV^ining ^^I'^S^ straight chain 
or branched alkyl, or hydVoxy-substituted (C^-Cg) alkyl; 

is (C^-Cg) alkyl, 

R^ is lower (C^-C^) alkyl, 

R^ is -X-Y, and Y is -B, 

wherein X is trimethylene and 
B is amino; 



8) ® R^ is (C^-Cg) alkyl, and 



R is hydroxy-substituted (C^-Cg) alk^l, or 



^ is nitrogen-containing heterocyclic \radical- 



■'■ substituted lower (C^^-C^) alkyl, and 
■ r"* is (C^-C^) alkyl, 
R^ is lower (C^-C^) alkyl. 



R is 



-X-Y, and y is -B, 



wherein X is (C^-C^) alkylene and 
B is amino; 



9) R\ is amino-substituted lower (C^-C^) alkyl-substituted 
jhenyl-lower (C^^-C^) alkyl, lower (C^-C^) 
aVlimidoylimino-substituted (C^^C^) alkyl, lower 
(c\c ) alkylimino-substituted (C^-Cg) alkyl, nitrogen- 
coitXning heterocyclic radical-substituted lower 
(C -c\alkylimino-substituted (C^-C^) alkyl, or 

isopropylinii"0'"®^^y^^^"^^^ ' 
r"* is (C^-CgKalkyl, 

is lower (cVc^) alkyl, 

9 

R is hydrogen; 

10) R is aryloxy-subsktuted lower (C^-C^) alkyl-, 

(C -C ) cycloalkyl-substituted lower (C^-C^) alkyl, 
arylsulfonamido-suXstituted lower (C^-C^) alkyl- 
substituted phenyl-lSpwer (C^-C^) alkyl, 
alkylsulfonamido-subs\ituted lower(C^-C^) alkyl- 
substituted phenyl-low^ (C^-C^) alkyl, or 
an,ino-substituted lower \c^-C^) alkyl-substituted 
phenyl-lower (C^-C^) alky] 



R^ is (C3-Cg) alkyl, 
5 

R 



is lower (C^-C^) alkyl, 

R^ is -X-Y, and Y is -A-B, 
. wherein X is (C^-Cg) alkylene, 
A is imino and 
, ' B is ainidino; 



11) R^ is phenyl-lower (C^^-C^) alkyl, 
R^ is lower (C^-C^) alkyl, 
0) when n\is (C3-Cg) alkyl, 

R^ is -X-Y, and Y is -A-B, 

10 



wherein X is (C -C^) alkylene, 

1 D 

A is imino and 
B is amidino; 

is aryl-lower (C^-C^) alkyl, 

is -X-Y, and Y is -A-B, 
;ih^rein X is (Cj^-Cg) alkylene, 
A is imino and 
B is amidino; or 

when is (C^^) alkyl, 

R' is -X-Y, \nd Y is -B, 

wherein X i\(Cj^-Cg) alkylene, and 
ino; 




12) is amino-substituted low\r (C^-C^) alkyl-substituted 

phenyl-lower (C^-C^) alkyl 

is (C^-Cg) alkyl, 

R^ is lower (C^-C^) alkyl, 



is -X-y, and Y is -B, 
wherein -X is (C^-C^) alkylene, anc 
B is amino; 



13) R^ is amino-substituted phenyl-lower (C^-cy alkyl, 



R is (Cg-Cg) alkyl. 



l^.is di-lower (C^-C^) alkylamino-substituted i^wer 



(C -C ) alkyl, 
1 4 



R^ is" -X-Y, and Y is -A-B, 

wherein X is (C^-C^) alkylene, and 
A is imino and 

B is lower (C^-C^) acylimidoyl; 



1 1 



14) is guanV^o-substituted phenyl-lower <C^-C^) alkyl, 

guanido-sWbstituted lower (C^-C^) alkyl-substituted 

phenyl-lowit (C -C ) alkyl, or amino-substituted lower 
^ \ 1 4 

(C -C ) alkylNrsubstituted phenyl-lower (C -C ) alkyl, 
1 4 \ J. 



a. 



r"^ is (C^-Cg) alkyN 

R is lower (C^-C^) V^Y^' 
9 

R is -X-Y, and Y is -I 

wherein X is (C -C^ ) Xlkylene, and 

1 D 

B is amino; or 



15) R^ is amino-substituted lowerV C^-C^ ) alkyl-substituted 
. phenyl-lower (C^-C^) alkyl, 



4 

R is (C^-Cg) alkyl, 
5 

R is lower (C -C ) alkyl, 
1 4 

9 

R is -X-Y, and Y is -A-B, 
wherein X is phenylene. 



A is lower (C -C ) alkylene,Ynd 
1 4 

B is amino; 



or a pharmaceutically acceptable salt or solvateVt'hereof , 



12 



lyV The compound according to claim 16 wherein 

6 7 8 
, R and R are each hydrogen, 



1) 



o 

CD 




CD 



R is methy. 
R^ is isobuty\, 
R^ is methyl, 

is -X-Y and Y\is -A-B or -B 
wherein X, Y, A an^^ B are selected from the following 
combinations 

X is methylene or\thylene, Y is -A-B, A is imino and 
B is amidino; 

X is ethylene or trimfethylene, Y is -B and B is amino; 
X is phenylene, Y is -X-B/ A is methyleneimino and 
B is acetimidoyl; 

X is trimethylene, Y is -X-B, A is imino and B is 
selected from the group coiYsisting of acetimidoyl, 
propionimidoyl and benzimidoVl ; 
X is phenylene, Y is -A-B, A methylene and 
B is amino; and 

X is phenylene, Y is -A-B, A is \mino and B is selected 
from the group consisting of 
tetra-ethy 1 bis ( phosphono ) methyl , 
tetra-methy 1 bis ( phosphono ) methyl , 
tri-ethyl bis (phosphono) methyl and 
tri-methyl bis (phosphono )methyl ; 



® 

(D 
® 

® 

(D 
® 



2) R . is ..methyl , 
4 

R is- isobutyl, 

R^ is 2-hydroxy-l-methylethyl or piperidyl, 

9 ' ' 

R is -X-Y, and Y is -A-B, 

wherein X is trimethylene, 

A is imino and 

B is acetimidoyl; 



13 



3) 



to 




R is mjethyl, 

^ is i^butyl, 
5 



R 

® 



R isVyclopropyl , 
R^ is -^Y, and Y is -B, 
wherein xV ethylene and 
B ii^ amino; 

© R^ is morphorino, 

R^ is -X-Y, andvY is -A-B, 
wherein X is phen^ene, 

A is methyreneimino and 

B is acetimiokjyl' 
R^ and r"^ are each isobuty! 

r5 is 2-carboxyethyl , 2-dime\^ylaminoethyl or 

2-hydroxyethyl, 

R^ is -X-Y, 

wherein X^ is phenylene and 

' and B are se\ected fro., the foUowin, 

combinations; 

® A is methyl^eimino and 
B is acetimidWl; and 

© A is methyl ene\and 
B is amino; 



5) 



R^ and r"* are each isobutyl, 
® 'when r' is 2-hydroxy-l,l-dimethylethyl. 

.. R^ is -X-Y. 

• wherein X is phenylene and 
Y is -A-B, 

A is methyleneimino and 



wherein 



B is acetimidoyl; 



14 



© wK^n is methyl, 

""^herein X Is methylene or ethylene and 

\ wherein A is imino and 

\^ B is amidino; 

6) is phenylpropy^ 

is isobutyl, 
® is methyl/ 

R^ is -X-Y, and y\s -A-B, 
wherein X is pheVlene and 
A is meth^vlene and 
B is amino ;\or 



I c , . ..A,! 9-hvdroxyethyl or methyl, 

© R is-2-dimethylaminoethXl/ 2 hyaroxy 

r^ is -X-Y, and Y is 

wherein X is trimethylen\ 
A is imino and 
B is acetimidoyl; 

7) is »,orphoUnopropyl , catboxypheny Wpyl, 

a.ino.ethyaphenylpropyl, hydroxypheVlpropyl. 
, . „ethoxycarbonylphenylpropyl, piperldWlpropyl . 

ifo-butyloxyethyl. butoxyethyl. ethoxyy oxyethy: or 

hydroxyoctyl I 

is isobutyl/ 
-is* methyl , 
R^ is -X-Y, and Y is -B, 

wherein X is trimethylene and 
B is amino; 



15 



8) ® 



© 



is isobutyl, and 
R\is hydroxyoctyl , or 
r3 \ ( 3 , 4 , 4-trimethyl-2 , 5-dioxo-imidazolidxn-l-yl ) 

prolyl' 



R is rfeopropyl, 



9) 




R is methyl) 
R^ is -X-Y, ai^ Y is -B, 

wherein X isVrimethylene and 
B is a{nino; 

r3 is aminomethylph\ylpropyl, aminomethylbenzyl , 
acetimidoyliminop , isopropyliminopentyl , 
(pyridin-4-ylinethyrimino)pentyl or 
isopropyliminomethylWenzyl , 

R^ is isobutyl, 

R^ is methyl, and 
9 

R is hydrogen; 



10, is phenoxyethyl. cy=aohex\propyl , tolue„esullona«do- 

„ethylbenzyl, ^ethanesuKony donethylbenzyl or 
phthal imidomethy Ibenzy 1 , 
r'* is isobutyl, 
R^ is methyl, and 
R^ is -X-Y, and Y is -A-B, 
wherein X is ethylene, 
A is imino and 
B is amidino; 



11) R"^ is phenylpropyl, 
R is methyl, 
® when is isobutyl, 

R^ is -X-Y, and Y is -A-B, 
wherein X is methylene, 
A is imino and 
D is amidino; 
16 



® 





R is naphthylmethyl , 
9 

is "X-Y, and Y is -A-B, 
wherein X is ethylene, 
A is imino and 
B is amidino; or 

when is\isopropyl , 
9 

R is A?C-Y, and Y is -B, 
whereirj X is trimethylene, 
is amino; 



is aminomethylpheAylpropyl / 

R is isobutyl, 

R is methyl, 
9 

R is -X-Y, and Y is 

wherein X is methylene or ethyl 
B is amino; 

R^ is isopropyl/ 
5 

R is methyl, 
9 



is -X-Y; and Y is -B, 
wherein X is ethylene, 
B is amino; 



13) R is aminophenylpropyl , 
R^ is isobutyl, 

R^' is dimethylaminoethyl , 
9 

R is'.rX-Y, and Y is -A-B, 
wherein X is trimethylene , 
A is imino and 
B is acetimidoyl; 



17 




IS 



compound having the following formula (I) 




wherein R^, R^ R^ and R^ are \ach hydrogen, 



R is methyl, 
4 

R is isobutyl, 
R^ is methyl, 

R^ is -X-y, and Y is -A-B or -B, 

wherein X, Y, A and B are selected frN^m the following 
• combinations: 
® X is (C -C,) alkylene, Y is -A-B, A ;is\imino and B is 

amidino; 

© X is (C^-Cg) alkylene, Y is -B and B is aMno; 
® X is phenylene, Y is -A-B, A is methyleneiit^.no and 

B is acetimidoyl; 
® X is. trimethylene, Y is -A-B, A is imino and B is 

selected from the group consisting of lower (cVc^) 
• acylimidoyl and benzimidoyl ; 
® X-is phenylene, Y is -A-B, A is methylene and 

B is amino; and 
© X is phenylene, Y is -A-B, A is imino and B is selected 

from the group consisting of tetra-lower (C^-C^) alk^^l 

bis(phosphono)methyl and tri-lower (C^^-C^) alkyl 

bis ( phosphono ) methyl ; 



19 



3 

2) R isXmethyl, 
R* is i^obutyl, 



^ is 2-\droxy-l-inethylethyl or piperidyl 
^ is -X-Aand Y is -A-B, 




wherein x\is trimethylene , 
<^^^ A x« imino and 

B is\acetimidoyl; 

3) R is methyl, 
R** is isobutyl , 
Q R^ is cyclopropyl' 

R^ is -X-y, and Y i^ -B, 
wherein X is ethylene\and 
B is amino; 

© R^ is morpholino, 

R^ is -X-Y, and Y is -A- 
wherein X is phenylene, 

A is methyleneimino ^nd 
B is acetimidoyl ; 

4) R"^ and R^ are each isobutyl, 

R^ is 2-carboxyethyl, 2-dimethylainin^thyl or 
2-hydroxyethyl , 

R^ is -X-Y, 

wherein X is phenylene and 

., wherein'A and B are selected f^om the following 

combinations ; 

® A is methyleneimino W 

B is acetimidoyl ; and 
© A is methylene and 
B is amino; 



20 



5) andVp"* are each isobutyl. 

® wheXp' is 2-hydroxy-l,l-dimethylethyl. 

R^is -X-Y, 

wh\ein X is phenylene and 
Y is -A-B, 

wherein A is methyleneimino and 
B is acetimidoyl ; 



5 \- 
© when R is methS^/ 

is -X-Y, 



Ar. V ^cl\c 'C ) alkylene and 
wherein X is ^^^^ 6 

Y is -^B/ 

wherei\ A is imino and 
is amidino; 



6) 



r"^ is phenylpropyl 
is isobutyl, 



® 



5 

R 

9 . 

R IS 



5 . 
R IS 

9 

R 



is methyl, 

X-y, and Y is -A-B, 
wherein X is phenylene and 
A is methylene and 
B is amino; or 
2-dimethylaminoethyl, 2-hydro> 
is -X-Y, and Y is -A-B, 
where'in X is trimethylene , 
A is imino and 
B is acetimidoyl; 



rethyl or methyl 



7) 



is Hitrcen-containin, heterocyclic radical-Wstxtutea 
p op ca..o.yp.enylprop.l. a.ino^e.hylPhen.Wopyl , 
hyarLyphenylpropyl . -thoxycarbonylpheny.prop^ 
oxygen-containm, (C^-C,. straight cha.n or branVhed 

alkyl or hydroxyoctyl , 
r"* is isobutyl/ 
R is methyl/ 



IS 



-X-Y/ and Y is -B/ 



^wherein X is trimethylene and 
B is amino; 



3 

8) ® R i^isobutyl, and 

is\ydroxyoctyl I or 



(D is (V4,4-trimethyl-2,5-dioxo-imidazolidin-l-yl) 

propyl\ and 



4 

R is isopnjpyl 

5 

R is methyl, 



9 

R 



is -X-y, and Y V s -B, 
wherein X is trifnethylene and 
B is amine 



9) R^ is amino-substitutedWthyl-substituted phenyl-lower 
(C -C ) alkyl, acetimoNioyliminopentyl , 

^ 1 • • ^^«.^4-xri \vr-i din-4-vlmethylimino)pentyl 
isopropyliminopentyl , ip^yriaxn 4 y-tiucui j 

' or isopropyliminomethylb^zyl 

4 

R is isobutyl, 

^Xi R^ is methyl, and 
9 

R is hydrogen; 

' 10) R^ is phenoxyethyl, cyclohexylprop\l , toluenesulf onamido- 
methylbenzyl, methanesulf onamidon^thylbenzyl or 
phthalimidomethylbenzyl 

4 

R is isobutyl, 
5 

R is methyl, and 
R^ -is -X-Y, and Y is -A-B, 
wherein X is ethylene, 

A is imino and 

B is amidino; 
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11) 



phenylpropyl , 




R isXmethyl, 
\ 4 

® wher\R is isobutyl, 
9 

is -X-y, and Y is -A-B, 
.wherein X is methylene, 
A is imino and 
B is amidino; 

(D when r"* is n\phthylmethyl , 
9 

R is -X\Y, and Y is -A-B, 
wherei\x is ethylene, 
is imino and 
B\is amidino; or 

4 

® when R is isopropy 
9 

R is -X-Y, and 
wherein X is tr 
B is amii 



12) R is aminomethylphenylpropyl , 
4 

R is (C^-Cg) alkyl, 

R^ is methyl, 
9 

R is -X-Y, and Y is -B, 

wherein X is (C -C^) alkylene, 

1 D 

B is amino; 



13) R is aminophenylpropyl / 

R is isobutyl, 
5 

R is dimethylaminoethyl , 
9 

R is -X-Y, and Y is -A-B, 

wherein X is trimethylene , and 
A is imino and 
B is acetimidoyl; 
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3 

14 ) R is\^guanidinophenylpropyl , guanidomethylphenylpropyl 

or a^inomethylbenzyl , 

R IS isoa^tyl, 
5 

R is methyJ\ and 

9 . ^. . 

R IS -X-Y, an^i Y IS -B, 

wherein X is ethylene, and 

B is amrno; or 



3 

15) R is aminomethylbenzyl , 
4 

R is isobutyl, 
5 . 

R IS methyl , and 

9 . . . 

R IS -X-Y, and Y is -A-B, 

wherein X is phenylene, 

A is methylene, and 

B is amino; 



or a pharmaceutically acceptable salt or solvatev thereof , 



! 
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